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OM I el 



aim: 



1 . A compound of the formula 



\ — / ^•-OCHaCHaN^ 
5 ./V / \ / 

HC n b — n 3 



^30 



a physiologically acceptable ester or ether thereof, or 
a physiologically acceptable acid addition salt thereof, 
2. A compound of claim 1 of the formula 





VVV~N 



•-OR' 



V\^-COR 



wherein R and R independently are hydrogen, 



.oro- 



25 



^ R^ is hydrogen, C-^C^ alkyl, C^fi^ chl 
alkyl, c 1 ^ 3 fluoroalkyl, C 5 ^ 7 cycloalkyl, c i^| 
alkoxy, phenyl, <j>r phenyl mono- or disubstituted with 
C l^p4 alk ^ 1 ' C l^i C 4 alkox Y/ hydroxy, nitro, chloro , 
fluorq or tri (chloro or fluoro) methyl ; 



R 3 is C i ^ 4 alkyl, c ^~^-j cycloalkyl or 



30 



benzyl; or a physiologically acceptable acid addi- 
tion salt thereof. 
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3. The compound of claim 2 which is 6^= 
hydroxy-2- (4-hydroxyphenyl) -3- [4- (2-piper idinoethoxy ) - 
benzoyl] benzo [b] thiophene , or a physiologically 
acceptable acid addition salt thereof. 
5 4 . A compound of claim 2 wherein R and R 1 

are the same, and are a group other than hydrogen. 

5. A compound of claim 2 wherein one of R 
and R 1 is hydrogen. 

6. A compound of claim 2 wherein one or both 
10 of R and R 1 is ^COR 2 



7. A compound of claim 2 wherein one or both 



of R and R 1 is R 3 . 

A 8. A compound of any one of claims 2, 4 

2 

or 6 wherein R is C. -C, A alkyl. 

[A 

15 9. A compound of any one of claims 2, 4 

2 

or 6 wherein R is C^C^ chloroalkyl or C 1 -C 3 fluoro- 
alkyl. 

0> 10. A compound of any one of claims 4^ 2, 4 

2 

or 6 wherein R is C 5 ^£ 7 cycloalkyl. 
$20 11. A compound of any one of claims 4^ 2, 4 

or 6 wherein R is C 1 «C 4 alkoxy. 
J$ 12. A compound of any one of claims ^ 2, 4 

or 6 wherein R 2 is phenyl. 

£ 13. A compound of any one of claims ^ 2, 4 

25 or 6 wherein R 2 is substituted phenyl. 

£ 14. A compound of any one of claims 2, 4, 

5 or 7 wherein R 3 is C,-C. alkyl. 

^ 4 

A 15. A compound 1 of any one of claims^ 2, 4, 

3 

5 or 7 wherein R is C^-rC^ cycloalkyl. 

A 30 16 • A compound of any one of claims 2, 4, 

3 

5 or 7 wherexn R is benzyl. 



* 
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15 



20 



2 

3 

3 



17. A compound of any one of claims Ip^j^, 
which is a free base. 



18 



A compound of any one of claims 1-7 



which is a physiologically acceptable acid addition 
salt. 

19. A compound of any one of claims ^7 
which is a hydrochloride. 

20. The compound of claim 1 which is 6-acetoxy 
2- (4-acetoxyphenyl) -3- [4- (2-piperidinoethoxy) benzoyl] - 
benzo [b] thiophene , or a physiologically acceptable acid 
addition salt thereof . 

21. The compound of claim 1 which is 6-benzoyl 
oxy-2- (4-benzoyloxyphenyl) -3- [4- (2-piperidinoethoxy) - 
benzoyl] benzo [b] thiophene , or a physiologically accept- 
able acid addition salt thereof. 

22. The compound of claim 1 which is 6-ethoxy- 
carbonyloxy-2- (4-ethoxycarbonyloxyphenyl) -3- [4- (2- 
piperidinoethoxy ) benzoyl] benzo [b] thiophene , or a physio- 
logically acceptable acid addition salt thereof. 

23. The compound of claim 1 which is 6-methoxy 
2- (4-methoxyphenyl) -3- [4- (2-piperidinoethoxy ) benzoyl] - 
benzo [b] thiophene , or a physiologically acceptable acid 
addition salt thereof. ^. — - ■ — 




A method of alleviating a pathological 
condition of an endocrine target organ, which conditio 
is dependent or partially dependent on an estrogen or 
on an androgen, which comprises administering to a 
subject suffering from such a condition -e-:$^a£--^i-s ; kr-oir 
-sxr±-£tte4tt€j-~ £ x OTt r suc - h — a— eo ndit io n an effective dose of 
compound of the formula 




* 
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15 



20 



25 
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\ > * — V-OCHsCHsl 1 



• • 



• • 



•-0H 



a physiologically acceptable ester or ether thereof, or 
t^ffP,h\y?s*ra^^ ceptable acid addition salt thereof , 

A method of claim ^wherein the patho- 
logical condition is dependent or partially dependent 



mammary cancer. 

A method of c 



on an estrogen. 

A method of claim -2*5** wherein the dose of 
the compound is from about 0.05 mg./kg./day to about 50 
mg./kg./day. ^ 

f '^ffetf^ A method of claim ^^KT^wherein the target 
organ is the breast, and the pathological condition is 

laim.^wherein the dose of 
the compound is from about 0.1 mg./kg./day to about 10 
mg./kg./day. ^ 

A method of claim .^"-"wherein the tarqet 
organ is the breast, and the pathological condition is 
fibrocystic disease. 

A method of claim ..Sf^wherein the dose of 
the compound is from about 0.1 mg./kg./day to about 10 
mg./kg./day. 

A method of claim ,>rwherein the patho- 
logical^ condition is dependent or partially dependent 
on an androgen. 



115 
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32T 'A method of claim^T wherein the dose of 
the compound is from about 0.05 mg . /kg . /day to about 5 
mg . /kg . /day . ^ 

A method of claim^^T wherein the target 
5 organ is the prostate,! and the pathological condition 
is prostatic cancer. / 

*f^^T A method of claim wherein the dose of 
the compound is from about 0.1 mg./kg./day to about 10 
mg./kg./day. ^ 
10 J&?f A method of claim^^^wherein the target 

organ is the prostate, and the pathological condition 
is benign prostatic hypertrophy. 

A method of claim ^S^wherein the dose is 
from about 0.1 mg./kg./day to about 10 mg./kg./day. 

15 

A method of any one of claims 
wherein the compound is of the formula 




4 Os 



\\vpV 



20 Rol' J 



\ • m 3 • • • • 



V \( )^ R - 



7 



wherein R and independently are hydrogen, 

R is hydrogen, c 1 y^i4 alkyl, £^^3 chloro- 
alkyl, C 1 ^ C 3 fluoroalkyl, C 5 |^ 7 cycloalkyl, c i^4 
alkoxy, phenyl, or phenyl mono- or disubstituted with 
C y^4 alk ^ 1 ' C ]^\ C 4 alkox Y' hydroxy, nitro, chloro, 
30 fluoro or tri (chloro or fluoro) methyl ; 
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1 



10 



15 



R is C ]j ^C 4 alkyl, C^C 7 cycloalkyl or 
benzyl; or a physiologically acceptable acid addition 
salt thereof. • ^fis? 

-^jO&T A method of claim^^wherein the compound 
is 6-hydroxy-2- (4-hydroxyphenyl ) -3- [4- (2-piperidino- 
ethoxy) benzoyl] benzo [b] thiophene, or a physiologically 
acceptable acid addition salt thereof. 

A method of claim^^ wfierein the compound 
is the hydrochloride. 

A method of claim wherein the compound 
xs a compound wherein R and R are the same, and are a 
group other than hydrogen. Jj3 < 

A method of claim^Hf^wherein the compound 

1 2 
is a compound wherein R and R a ^^ 0R • 

A method of claim wherein the compound 
is 6-acetoxy-2- (4-acetoxyphenyl) -3- [4- ( 2-piperidino- 
ethoxy ) benzoyl] benzo [b] thiophene , or a physiologically 
acceptable acid addition salt thereof. 

A method of claim^^t^wherein the compound 
is 6^benzoyloxy-2- (4-benzoyloxyphenyl) -3- [4- (2-piperidino- 
ethoxy) benzoyl] benzo [b] thiophene , or a physiologically 
acceptable acid addition salt thereof. 

A method of claim <4rT- wherein the compound 
is 6-ethoxycarbonyloxy-2- (4-ethoxycarbonyloxyphenyl) -3- 
[4- (2-piperidinoethoxy ) benzoyl] benzo [b] thiophene , or a 
physiologically acceptable acid addition salt thereof. 



A method of claim 



wherein the compound 
1 3 

is a compound wherein R and R are R . 

A method of claim J^wherein the compound 
^ 30 is 6-methoxy-2- (4-methoxyphenyl) -3- [4- (2-piperidino- 



9 
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15 



ethoxy) benzoyl] benzo [b] thiophene , or a physiologically 
acceptable acid addition salt thereof. 

A method of claim wherein the compound 

^^Sk 

~4'8^ r ** - Tr^Hafraac eu t i ca 1 compoFit ion 'compr i s i ng a 
compound of the formula 

• • 



f-OCHsCHsr 




a physiologically acceptable ester or ether thereof, 

or a physiologically acceptable acid addition salt thereof, 

- <$£&&Z A composition of claim ^^Kwherein the 
compound is of the formula 



4 



0; 



V 



v y 



■ v \/ V \ 



'•-OCHsCHsh 



•-OR' 



25 



-COR or R 



wherein R and R 
3 



independently are hydrogen, 




R is hydrogen, c i~ c i4 alkyl, c i" C 3 chloro- 
alkyl, C 1 -C 3 fluoroalkyl, c 5 " c 7 cycloalkyl, C 1 ~C 4 
alkoxy, phenyl, or phenyl mono- or disubstituted with 
C^-C^ alkyl, c -l~ C 4 alkoxy, hydroxy, nitro, chloro, 
fluoro or tri (chloro or fluoro ) methyl ; 




A. 
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3 . 

R is C ± -C 4 alkyl, C 5 ~C 7 cycloalkyl or 
benzyl; or a physiologically acceptable acid addition 
salt thereof. 

A composition of claim wherein the 

5 compound is 6-hydroxy-2- (4-hydroxyphenyl) -3- [4- (2- 

piperidinoethoxy ) benzoyl] benzo [b] thiophene , or a 

physiologically acceptable acid addition salt thereof. 

A composition of claim^^^wherein the 

compound is the hydrochloride. 

10 A composition of claim wherein the 

compound is a compound wherein R and R 1 are the same, 

and are a group other than hydrogen. ^ 

t { A composition of claim-JS^ wherein the 

1 2 

compound is a compound wherein R and R are -COR . 

15 2>^S-4*t A composition of claim wherein the 

2 

compound is a compound wherein R is C.-C,. alkyl. 

^>£o. A composition of claim >T wherein the com- 
pound is 6-acetoxy-2- (4-acetoxyphenyl) -3- [4- (2-piperidino- 
ethoxy ) benzoyl] benzo [b] thiophene , or a physiologically 
20 acceptable acid addition salt thereof. 

7 - A composition of claim wherein the com- 

2 

pound is a compound wherein R is phenyl. 

'^Jen. A composition of claim ^ wherein the com- 
pound is 6-benzoyloxy-2- (4-benzoyloxyphenyl) -3- [4- (2- 
25 piper idinoethoxy) benzoyl] benzo [b] thiophene , or a physio- 
logically acceptable acid addition salt thereof. 

JJ'ffC* A composition of claim T S3^wherein the com- 

2 

pound is a compound wherein R is C-,-0, alkoxy. 




.m wl 



A composition of claim^-SrSf wherein the com- 
30 pound is 6-ethoxycarbonyloxy-2- (4-ethoxycarbonyloxy- 

phenyl) -3- [4- (2-piper idinoethoxy) benzoyl] benzo [b] thiophene , 
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or a physiologically acceptable acid addition salt 
thereof . 




A composition of claim ^S^wherein R and 
R 1 are . n ^ / 

5/ A composition of claim £rfy wherein the 



compound is 6-methoxy-2- (4-methoxyphenyl) -3- [4- (2- 
\\ piperidinoethoxy) benzoyl] benzo [b] thiophene , or a physic 

logically acceptable acid addition salt^, thereof. 

A composition of claim v J?*f wherein the 
U.10 compound is a compound wherein one of R and is 



hydrogen. 



15 \^-W-fc\ 




20 



25 



30 



